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ABSTRACT 

PURPOSE: To provide a new compound exhibiting anti-PAF action and 
antihistaminic action and useful as an agent for the prevention and 
treatment of inflammatory and allergic diseases, thrombosis, cerebral 
apoplexy, myocardial infarction, hyperendothelemia, etc. 



CONSTITUTION: The compound of formula I {R is H, lower alkyl or 
(substituted) aryl; R(sup 2) and R(sup 3) are H, lower alkyl, lower alkoxy 
or halogen; R(sup 4) and R(sup 5) are H or lower alkyl; A is 1-5C alkylene 
which may contain hetero-atom; Q is group of formula II or III ( (m) is 0-2; 
(n) is 1-3; dotted line is single or double bond; Y is N or C; Z is 
C(B)Ar(sup l)Ar(sup 2) (B is H, OH or lower alkoxy; Ar(sup 1) and Ar(sup 2) 
are H or aryl), etc.)}, e.g. 4 , 5-dihydro-l-methyl-5- ( 3- ( 3- (diphenylmethoxy ) 
-8- azabicyclo (3, 2, 1 ) octan-8-yl ) propyl ) (1,2,4) triazolo ( 4 , 3-a ) quinoxaline . 
The compound of formula I can be produced by using a compound of formula IV 
as a starting raw material. 
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DIC, l>HW-»-> 3 -^, &ff*«HMU 



(I) 



»X«K • #±£=». *SCfl5*HA1989# 

M . ff^r, PAF©fMiic«arr5fls#fctt, ne 
fc«UT»ae»*ft*r*-5«botjB«rsti-&. 
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Stl&Opn. J. Pharmacol. ,46. 55P(1988)) 
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B»"bKtt*Btt©7U-;p&*-r) . 
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1HNMR(CDC13) 6 :9. 75(1H, brs), 7. 12-6.64(4H,m),4.33 
(2H, s) 
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IR(KBr)cm - 1 : 3230, 1562, 1510, 1499, 1431 
1 HNMR (CDC 13) 6 :7.50-6.82(4H,m),4.58(2H,d, J=1.8), 
4.18(lH,brs),2.78(3H, s) 
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(2H,s),4.2-4.0(lH.brs) 
MS:248(M+) 
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1 HNMR (CDC 13) 6 :7. 64 (1H, dd, J=2, 1), 7. 3-6. 6 (6H, m), 
4.66(2H, d, J=2),4. 13(lH,brs) 
MS:238(M+) 

[0 0 4 1] j|%gH5 
4,5-^th , D-l-(2-fI-JW [1,2,4] HJ7^P[4,3 
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[0 0 4 2] rap:198— 199 "C 
IR(KBr)cm - 1 :1618, 1506, 1437, 1319, 1284, 746, 708 
20 1HNMR(CDC13) 6 :7. 57(1H, dd, J=5, 1). 7. 38(1H, dd, 1=4, 
1) , 7. 3-6. 6 (5H, n) , 4. 64 (2H, d, J=2) , 4. 14 (1H, brs) 
MS:254(Kf) 

[0043] aatwe 

l-(3- ^nnyphf;p)-4-( ^7xz;Mfi/» t:^ 

[ftl 7] 
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4-( ^7x-;MfI/» tf^U> J >4.03g , 1-^Pt 
-3- ^PP^P/t>6.37g lCHkr>20mU 25* 

27 g tmzmBximmvtWLtt. »»x?;v*jn*jn 

0 h*sh \smmit&mm&te&t lt3. 67g a&. 

[0 0 4 4] mp:73 -73.5*0 
40 IR(KBr)cm - 1 :2922, 2772, 1491, 1441, 1377, 1296, 1122, 
996, 760,702 

1 HNMR(CDC13) 6 :7. 3-7. 0(10H, m) , 3. 60(2H, t, J=7), 2. 6 
-2. 4 (6H, m) , 2. 4-2. 3 (4H, m) , 1. 96 (2H, quint, J=7) 

[0045] ktsowj 7-8 \mm&\ 6 tmmvmft 

8- (3- irPD^Pfcf;W-3-( y7xZ;Wfl/»-8-7 
n [3. 2.1] 
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50 
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1 HNMR (CDC 13) (5:7. 5-7. 0 (10H, m) , 3. 66 (2H, t , J=6) , 3. 2 

0(2H, m) , 2. 58 (2H, t , J =7) , 2. 4-2. 0(4H, ra) , 2. 2-1. 6 (6H, n) 

[0 04 6] g£jfifl!18 
8-(3- ^nn^Dfc!;W-3-( y7i-Wh+y)-8-7 
iftf->^D[3.2.1] *^*> 

Hbl 9] 



IR(neat)cm- 1 :2942, 1060, 743, 704 

1 HNMR (CDC 13) 6:7. 4-7. KlOH, m) , 5. 40 (IB, s), 3. 7-3. 5 

(3H ( m) , 3. 14 (21, m) , 2. 47 (21, t , J=7) . 2. 2-1. 7 (10H, m) 

[0047] $mm 

4,5-i^b KD-1- ^^-5-[3-[3-(y7x-JMfI/ 
»-8-7lftfv^O[3.2.1] *£*>-8- ^Dbf 
M[l,2,4]hU7^n[4,3-a] *y*ifU> 
Mfc2 0] 



10 



CI-tCHJa 




(8) 



Me 



Ah n-(ch 2 ) 3 -i 
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«lll/HEfc-&*ft8iatfi7*;i'7 7^il/T1.64g ft 
fc. 

[0 0 4 8] IR(KBr)cm - 1:2944,1560,1502,1475,143 
1, 756, 704 

1 HNMR (CDC 13) 6 :7. 45 (1H, dd, J=6. 4, 1. 5), 7. 32-7. 25(3 
H, n) , 7. 24-7. 10 (8H, n) , 7. 03 (1H, dd, 1=6. 8, 1. 5) , 6. 89(1 
H, t , J=6. 8) , 4. 45(2H, s) , 3. 48 (2H, t , J=6. 8) , 3. 22 (2H, b* 
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IR(KBr)ci - 1 :2938, 1557, 1504, 1431, 1052, 745, 702 
1 HNMR (CDC 13) 6 :7. 44 (1H, dd, J=6. 8, 1. 5), 7. 36-7. 17(1 
lfl, n) . 7. 00 (1H, dd, J=7. 3, 1. 0) , 6. 88 (1H, t d, J=7. 8, 1. 0) , 
5. 41(1H, s) , 4. 43(2H, s) , 3. 61(1H, br) , 3. 43(2H, t, J=7. 
3), 3. 17 (1H, br), 2. 77 (3H, s), 2. 41 (2H, br),2. 17 (2H.br), 
2. 00-1.70(10H,m) 
MS:519(M+) 



^r) , 2. 77 (3H, s) , 2. 55-2. 40 (4H, m) , 2. 30-2. 23 (2H, m) , 1. 92 
-1.75(6H,m), 
MS:501(M+) 

tc*»«t: C33H35N5 £LT 
frJMt: C.79.01: H, 7. 03; N, 13. 96 
SISJ® : C, 78.87; H. 6. 99; N, 13.85 
30 [0 0 4 9] KT^ffiW 10-13 te^JSflJ 9 tffl&O) 

aswwio 

4,5-^t Fn-1- ^^-5-[3-[3-(^7xrjM 
-»-8-71ftf'>^D[3.2.1] *£*>-8- <fM ^Uhf 
;W [1. 2, 4] h U 7 7 D [4, 3-a] * / 0 > 
[ft 2 1] 




(1 0) 



7C*»«f : C33H37N5 Otl^X 
fft^M : C76.27; H, 7. 18; N. 13.48 
SHIM: C, 76. 21; H, 7. 26; N, 13. 35 

[oo5o] mmmi i 

4, 5- yt FD -1- ^ x - ;P-5- [3- [4- ( y 7 x X )V* 5 1 1/ 

» bWJi»-i- -f;w ^Dtr;U][i,2,4]hU7yn 

[4, 3-a] */*-*L)> 
Mt2 2] 
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(8) 



#&8¥6-l 3 5 9 6 5 



13 



14 





IR(KBr)cm - 1 :2954, 2810, 1499, 1479, 1464, 1446, 1427, 
762, 700 

1 HNMR (CDC 13) 5:7.7-7.4 (6H, m) , 7. 28 (4H, m) , 7. 2-7. 1 
(7H, m) , 6. 98 (1H, d, J=8. 4) , 6. 90 (1H, td, J=7. 9, 1. 0) , 4. 49 
(2H, s) , 3. 44 (2H, t , J=7. 3) , 2. 55 (4H, brs) , 2. 44 (6H, m) , 1. 
86 (2H, quint, J=7. 0) 

MS:537(M+) i 



*N N-(CH 2 ) 3 — N 



(1 1 ) 



*5E*#*t: C36H35N5 tLT 
tttMl: C.80.41; H, 6. 56; N, 13.02 
&MK: C, 80.24; H, 6. 68; N, 12.96 

io [0051] mmi2 





4,5-yt HD-l-(2-7U;W-5-[3-[4-( y7x-JMf 

U» Hiw>-i- <iM :/ne;W[i t 2.4]MJ77 
o[4,3-a] *y*iJ-»J> 
Wt2 3] 



(1 2) 



IR(KBr)cm - 1 :2954, 2808, 1499, 1479, 1444, 1424, 748, 7 
02 

1 HNMR (CDC 13) 6 :7. 64 (1H, dd, J=2. 0, 1. 1), 7. 4-6. 9(14 
H, d) , 6. 80 (1H, dd, J=8. 4, 1. 2), 6. 62 (1H, dd, J=l. 8, 1. 5) , 
4. 50 (2H, s), 3. 43 (2H, t, J=7. 3), 2. 53 (4H, brs), 2.44 (6H, 
m),1.86(2H, quint, J=7. 0) 
MS:527(M+) 



J»^tc*»«t: C34H33N5 0<hLT 



ttJWI: C, 77.39; H, 6. 30; N, 13. 27 
§&B«® : C, 77.46; H, 6. 17; N, 13.21 
[0 0 5 2] giil.3 




IR(KBr)cm - 1 :2952. 2810, 1499, 1468, 1435, 750, 704 
1 Era (CDC 13) 6 : 7. 56 (1H, dd, J=5. 1, 1. 1) , 7. 37 (1H, dd, 
J =6. 3, 1. 1) , 7. 3-7. 1 (13H, m) , 6. 98 (1H, d, J=8. 4) , 6. 90 (1 
H, td, J=7. 9, 1. 0) , 4. 48 (2H, s) , 3. 43(2H, 1. 1=7. 3), 2. 55(4 
H,brs),2.41(6H,m),1.90(2H,quint,J=7.0) 
MS: 5430*+) 

7cMtt9i : C34H33N5 StVX 
ffWfil: C.75.11; H, 6. 12; N, 12. 88; S.5.90 
^fiijffi: C, 75.06; H, 5. 97; N, 12.95; S.6.18 
[0 0 5 3] 

[»WO»«l *SS9J©5£ (I) ^Sn-5 3SStthU 



40 



4,5-^fc h*D-l-(2-5 1 X-;P)-5-[3-[4-( i>7xXJM 

>/n[4.3-a] */*-y-U> 
[41:2 4] 



(1 3) 



7l/n«J|t#*&tt-l-0*ttftPAFftEffl, SifcX^S 
A. «•*£> , PAFICjgB-fS£& («*.«. jfag 

-i/Byy. m^^>3yytsii:<Dmmm^m, us 

*tt£®!&fcSS£A. flS^, K88»ttl$©PAFg£ 

attunes 5 m^tt®MH:&&:£) . 

PAFtt«»««*»ft*« <fcx>IH£'J>tt&£) © 
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(5i)mt.ch* mm& nwrn^ fi mk^m 
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